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What is claimed is: 

1 . A compound according to formula (I): 




wherein: 

AisC(O) orCH(OH); 
R 1 is 



R 



so 2 - 



R* 



Ar 






II ^ II 




R 2 is H, Ci_ 6 alkyl. C3. 6 cycloalkyl-Co.6alkyl, Ar-C 0 -6alky], Het-C 0 .6alkyl, 
R 5 C(0)-, R5C(S)-. R 5 S0 2 -. R 5 OC(0)-, R%NC(0)-, r5r«NC(S)-, adamantyl-C(O)-, 



or 



R* 

R 3 



R" is H, Cj.galkyl, Ar-Co-6alkyl, or Het-CQ^alkyl; 

R'" is H, Cj^alkyl, C3. 6 cycloa]kyl-Co. 0 alkyi, Ar-C 0 . o aIkyl, or Het-C 0 _ 6 alkyl; 

each R 3 independently is H, C2-6alkenyl. C2-6alkynyl, Het, Ar or Ci.6alkyl 
optionally substituted by OR*. SR. NR* 2 , R'NC(0)0r5, C0 2 R', C0 2 NR' 2 . N(C=NH)NH 2 , 
Het or Ar; 
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R 4 is H, C |.galkyl. C3_ 6 cycloalkyi-C 0 _ 6 alkyl, Ar-C 0 -6alkyl, Het-CQ^alkyl, 
R 5 C(0)-, R 5 C(S)-, R^S0 2 -. R 5 0C(0)-. R 5 RNC(0)-, r5R'NC(SX R'HNCH(R')C(OX or 
R 5 OC(0)NR'CH(R , )C(0)-; 

each R 5 independently is C^^cycloalkyl-Co^alkyl, Ar-C0_ o alkyl, Het-C()_ 0 alkyl, 
5 Ar-Co-6alkoxy, Het-C()-6 aIkox y> or Chalky I optionally substituted by OR', SR\ NR' 2 , 
R'NC(0)OR 5 , C0 2 R\ C0 2 NR' 2 , N(C=NH)NH 2 , Het or Ar: 

R 6 is H, C]. 6 alkyl, Ar-Cf>6a!kyl, or Het-C 0 _ 6 alkyl and R 7 is H, Cj.galkyl, C3. 
6 cycloalkyl-C 0 .6alkyl, Ar-C 0 _ 6 alkyl, Het-C 0 . 6 alkyl, R 5 C(0)-, R- 5 C(S)-, R 5 S0 2 -, 
R 5 OC(0)-, R 5 R'NC(0)-. R 5 R , NC(S)- 1 R'HNCH(R')C(0)-, or R 5 OC(0)NRCH(R')C(0)-; 
10 orR 6 andR 7 are connected to form a pyrrolidine, a piperidine, or a morpholine ring; 

each R' independently is H, Cj.galkyl, Ar-C().6alkyl, or Het-Co-6 alk yI; 

R* is H, C ! _ 6 alkyl, C 3 _ 6 cycloaIkyl-C ( )_ 6 alkyl, Ar-C 0 _6 a lkyl, or Hct-C 0 . 6 alkyl; 

Y is a single bond or O; 

each Z independently is CO or CH 2 ; and 
15 n is 0,1, or 2; 

or a pharmaceutical ly acceptable salt thereof. 

2. A compound according to claim 1 wherein Rl is 

O 

20 R° 




3. A compound according to claim 2 wherein R 4 is R 5 C(OK R 5 S0 2 -, 
R 5 0C(0)-. 

25 4. A compound according to claim 3 wherein R^ in said R 1 group is 

Ar " c 0-6 alk y J or Het-Co-6 a| M- 

5. A compound according to claim 4 wherein R 5 in said R 1 group is phenyl or 
benzyl which are unsubstituted or substituted by one or two of the group consisting of CI, 
30 Br, F, CF 3 , C J . 4 alkyl, OH, C , _ 4 alkoxy, CN, CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 
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5 




10 

6. A compound according to claim 2 wherein, in said R 1 group, R* is H or 
CH 3 and R 3 is i-butyl. 

7. A compound according to claim 1 wherein R 1 is 

15 




8. A compound according to claim 1 wherein R 2 is 
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R 6 

R 3 



9. A compound according to claim 8 wherein R 7 is R^OC(O)-. 

5 10. A compound according to claim 9 wherein R5 in said R 7 group is 

Ar - c 0-6 alk y' or Het-CQ.galkyl. 

11. A compound according to claim 10 wherein R^ in said R 7 group is phenyl 
or benzyl which are unsubstituted or substituted by one or two of the group consisting of 

10 CI, Br, F, CF 3 , C M aikyl, OH, C|_ 4 alkoxy, CN, CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 2-, 3-, or 4-pyridyl-CH 2 -. 

12. A compound according to claim 1 wherein R 2 is 




I] 

15 V X in whichXisCO,SO 2 ,orCH 2 -C0andYisa 

single bond or O. 

13. A compound according to claim 8 wherein, in said R 2 group, R 6 is H or 
CH3 and R 3 is i-butyl. 

20 

14. A compound according to claim 1 wherein R 2 is Ar-Co.6 a 'M» 
Het-C 0 .6alkyI,C 3 _ 6 cycloalkyl-Co. 6 alkyl, Ar-Co_ 6 alkyl f Het-Co^alkyl. R 5 C(0)-, R 5 C(S)-, 
R 5 S0 2 -, R^OCCO)., R5R'NC(0)-, r5r'NC(S)-, R^NCHCR'KXO)-, 
R 5 OC(0)NR'CH(R')C(0)-, adamantyl-C(O)-. 

25 

15. A compound according to claim 1 wherein A is C(O). 

16. A compound according to claim 1 which is: 

30 (3RS f 4RSH-[[N a -(benzyloxycarbonyl)^L-leucinyl]amino]-l-[(2S)-4-methyl-2. 
[[(benzyloxycarbonyI)]amino]pentanoyl]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)lamino]pentanoyI]-3-pyrroIidinone; 
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4-[[N a -(benzyloxycarbonyl)-L-!eucinyI]amino]-l-[4-(phenoxybenzamide)]-3- 
pyrrolidinone; 

(3RS,4RS)-4-f[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-(4- 
(biphcnylethanoyI)]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-]-|4-(biphenylethanoyl)]-3- 
pyrrolidinone; 

(3RS,4RSH-[[N a -(benzyloxycarbony])-L-leucinyl|amino].l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminomethyl]pentanoyl]-3-pyrrolidinol; 

4-[(N a -(benzyloxycarbonyi)-L-leuciny]]aminoJ-l-[(2S)-4-methy]-2- 
[[(benzyloxycarbonyl)]aminomethyl]pentanoyl]-3-pyrro!idinone; 

(3RS t 4RS)-4-[[N a -(benzy]oxycarbony])-L-leucinyl]amino]-l-((2SH-methyl-2' 
[[(tert-butoxyoxycarbonyI)]aminomethyl]pentanoyl]-3-pyrro]idinoi; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-]-[(2S)-4-methyI-2-[f(tert- 
butoxyoxycarbonyl)]aminomethyl]pentanoy]]-3-pyrrolidinonone; 

4-t[N a .(benzyloxycarbonyl)-L-leuciny!]amino]-l-[(2S)-4-methy]-2- 
(aminomethyI)pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyi)-L-leucinyl]amino]-J-tert-butoxycarbonyl-3- 
pyrroiidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-leucinyI]aminoJ-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyi)-L-leucinyI]amino]-I-[(2S)-4-methy]>2-([(N-tert- 
butoxycarbonyl)ethanoyl]aminomethyl]pentanoyl]-3-pyrroIidinone; 

4-[[N a -(benzyloxycarbony])-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[(ethanoyI)aminomethyl]pentanoyl]-3-pyrrolidinone; 

(3RS.4RSH-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l>[(2SH-methyl-2- 
[f(tert-butoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyi]amino]-]-[(2S)-4-methy]-2-[[(tert- 
butoxycarbonyl))amino]pentanoyl]-3-pyrroIidinone; 

(3RS,4RSH4[N^benzyloxycarbony)-L-leucinyl]amino]-l-[(2R)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoy!]-3-pyrrolidinol; 

4-[fN a -(benzyloxycarbony)-L-leucinyI]amino]-1-[(2R)-4-methyl-2- 
l[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a <(benzyloxycarbony])-L-leucinyl]amino]-l-[2- 
[(benzyloxycarbonyl)amino)ethanoyI]-3-pyrrolidinonol; 

4-tf[N a -(benzy]oxycarbonyI)-L-leucinyl]aminoJ-l-[2- 
[(benzyIoxycarbonyI)amino]ethanoyl]-3-pyrrolidinonone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbo^ 
[[(benzy]oxycarbonyl)]amino]propanoyl]-3-pyrrolidinol; 
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(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-Ieucinyi]amino]-l-[(2S)-2- 
[f(benzyloxycarbonyl)laminolpropanoyl]-3-pyrroliclinoI; 

4-[[N a -(benzyloxycarbony)-L-leucinyl]amino]- 1 -[(2S)-2- 
[[(benzyloxycarbonyl)]amino|propanoyl)-3-pyrrolidinone; 
5 (3RS,4RS)-4-[[N a -(benzyIoxycarbonyl)-L-leuciny!]amino]-l- 
[cycIohexanepropanoyl]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]amino]-l-[cyclohexanepropanoyIJ-3- 
pyrrolidinone; 

(3RS t 4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyI)aminol-l-[(2S)-4-methyl-2- 
10 [[(4-pyridinyImethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methy)-2-f{(4- 
pyridinylmethoxycarbonyl)]aminoJpentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyIoxycarbonyl)-L-lcucinyl]amino]-1-[(2SH-mcthyi-2- 
[[(2-pyridinylmethoxycarbonyl)|aminoJpentanoy]]-3-pyrrolidinol; 
1 5 4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]- 1 -|(2S)-4-meihyl~2-[ [(2- 

pyridinylmethoxycarbonyl)]amino]pentanoyI)-3-pyrrolidinone; 

(3RS f 4RS)-4-[[N"-(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[f(3-pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[rN a -(benzyloxycarbonyI)-L-Ieucinyl]amino]-)-|(2S)-4-rnethyl-2-||(3- 
20 pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinonc; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-L-leucinylJamino|-N(2-pyridylcarbony))- 
3-pyrrolidinol; 

4-[[N a -(benzyloxycarbony])-L-Ieucinyl]amino)-N(2-pyridylcarbonyl)-3- 
pyrrolidinone; 

25 (3RS 1 4RSH-[[N a -(benzyloxycarbony])-L-leucinyl]aminol-!-|(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyI]-3-piperidinoI; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-|(2S)-4-methy]-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RSH-[[N°-(bcnzyloxycarbonyI)-L-leucinyl]amino]-l-[4- 
30 (biphenyl)ethanoylj- 3-piperidinol; 

4-[[N a -(bcnzyloxycarbonyI)-L-leucinyl]aminoJ-l-[4-(biphenyl)ethanoyl]-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(benzyloxycarbonyl)-L-leucinyl]aminoJ-l-[(2SM-methyl-2- 
[[(benzyloxycarbonyl)]aminomethyl]pentanoyI]-3-piperidinol; 
35 4-t[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-l(2S)-4-methyl-2- 
[f(benzyloxycarbony])]aminomethyl]pentanoyl]-3-piperidinone; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinyl)amino]-l«.tert-butoxycarbony!-3- 
piperidinone; 

(3RS,4RSH-ffN a .(benzyloxycarbonyl)-L-leucinyl|amino]-l-[2- 
|[(benzyloxycarbonyl)liso-butylamino)ethanoyI]-3-piperidinol; 

5 4 "[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-f2'[[(bcnzyloxycarbonyI)]iso- 
butylamino]ethanoyl]-3-piperidinone; 

(3RS t 4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino|-]-[2-[(tert' 
butoxycarbonyl)amino]ethanoyl]-3-piperidinol; 

4-f [N u -(benzyIoxycarbonyl)-L-leuciny IJamino]- 1 -[2-[(tert- 
10 butoxycarbonyl)amino)ethanoyl]-3-piperidinone; 

4-[[N a -(benzyioxycarbony])-L-leucinyl]amino]-1-[2-(amino)ethanoyl]-3- 
pipcridinonc; 

(3RS,4RS)-4-[[N a -(benzy]oxycarbonyl)-L-]euciny]]aminoJ-]-(4-methylpentanoyl). 
3-piperidinol; 

15 4 -[fN a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-(4-methylpentanoyl)-3- 
piperidinone; 

(3RS t 4RSH-[[N a -(benzyloxycarbony[)-L.|eucinyl]amino]-l-(benzoyl)-3- 
piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-N(benzoyl)-3-piperidinone; 

20 (3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]- 1 -(acetyl)-3- 

piperidinol; 

4-l[N a -(benzyIoxycarbonyl)>L-leucinyI]amino]-l-(acetyl)-3-piperidinone; 

(3RS,4RS)-4-[[N i -(benzyloxycarbonyl)-L-leucinyi]amino]-l-(2-pyridoxyacetyl)-3- 
piperidinol; 

25 4-[[N a -(bcnzy loxycarbonyl)-L-leucinyl]amino]- 1 -(2-pyridoxyacetyl)-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbonyl)-L-ieucinyl]amino]-!-[2- 
[(benzyloxycarbonyl)methylamino]ethanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyI)-L-Ieucinyl]amino]-l-[2- 
30 [(benzyloxycarbonyl)methylamino]ethanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbony)-L-leucinyl]aminoM- 
[3-(2-pyridyl)phenylacety])]-3-piperidinol; 

4-[[N a .(benzyloxycarbony)-L-leucinyl]amino]-l-[3-(2-pyridy])phenylacetyl)]-3- 
piperidinone; 

35 (3RS,4RS)-4-[fN a -(benzy!oxycarbonyl)-L.leucinyl]amino]-l-f2- 
[(benzyloxycarbonyl)methylamino]ethanoyl]-3-pyrroIidinol; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinyl)amino]-l-|2- 
f(benzyloxycarbonyl)methylaminoJethanoyIJ-3-pyrrolidinone; 

(3RS,4RS)-4-[lN a -(benzyloxycarbonyI)-L.|eucinyl]amino]-l-12- 
(phenoxy)ethanoyl]-3-pyrrolidinol; 

5 4-[[N a -(benzyloxycarbonyl)-L-leucinyl|amino]-]-|2-(phenoxy)ethanoyl]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[tN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
[(2-phenyl)ethanoyl|-3-pyrrolidinoI; 

4-f[fN a -(4-pyridinylmethoxycarbonyl)-L-leucinyI|amino]-lM(2-phenyl)ethanoyll- 
10 3-pyrrolidinone; 

(SRS^RSH-ltN^-pyridinylmethoxycarbonyi-L-leucinyllaminol-l-ethanoyl-S- 
pyrrolidinol; 

4-([N u -(4-pyridinylmethoxycarbony)-L-ieucinylJamino]-l-ethanoyl-3- 
pyrrolidinone; 

1 5 (3RS,4RS)-4-[fN a -(4-pyridinylmethoxycarbony])-L-leuciny 1 lamino]- 1 - 

(4-cyanobenzoyl)-3-pyrrolidinol; 

4-ffN a -(4-pyridinylmethoxycarbonyl)-L-]eucinyl]arnino]-l-(4-cyanobenzoyl)-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-lcucinyl]amino]-l- 
20 tert-buloxycarbonyl-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmcthoxy 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -3-pyridinylmethoxycarbonyl)-L-leucinyl]aminoJ-l- 
tert-butoxycarbonyl-3-pyrroIidinol; 
25 4-[[N a -(3-pyridinylmethoxyca^ 
pyrrolidinone; 

4-[[N a -(3-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
(3RS,4RS)-4-[[N a -(2-pyridinylmet^ 
30 methyl-2-[[(benzyloxycarbonyl)]aminomethyI]pentanoyl]-3-pyrrolidinone; 

4-[[N a idinylmethoxycarbonyI)-L«leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminomethyllpenianoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[ [N a -(4-pyridinylmethoxycarbony l)^L-leuciny ljamino]- 1 -[(2S)-4- 
methyl-2^[(4-pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 
35 4-[[N a K4-pyridinylmethoxycarbon^ 

pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 
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(3RS.4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinylJamino]-]-[(2S) 
methyl-2-[[(benzyloxycarbonyl)]aminomethyl]pentanoyi]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny] |amino]- 1 -( (2S)-4-methy 1-2- 
f[(benzyloxycarbonyl)Jaminomethyl]penlanoyl|-3-pyrrolidinone; 
5 (3RS f 4RS)-4-[[N a -(3-isoquinoHne^ 

2-[[(benzy!oxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(3-isoquinolinecarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methy)-2- 
[[(benzyloxycarbonyl)]amino]penty]J-3-pyrrolidinone; 

(3RS > 4RSH-[fN ct -(4-pyridinylmethoxycarbony[)-L-leucinyllamino]-l- 
10 1 1 -(adamantyl)carbonyl]-3-pyrroIidinol; 

4-[[N a -(4-pyridinylniethoxycarbonyl)-L-leucinyllaminoJ-N[l- 
(adamantyl)carbonyl]-3-pyrrolidinone; 

(3RS,4RSH-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-1-(4-methyl- 
pentanoyI)-3-pyrrolidinol; 

1 5 4-f [N a -(benzyloxycarbonyl)-L-Ieucinyl Jamino]- 1 -(4-methyl-pentanoyl)-3- 

pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbony^^ 
[[(benzy]oxycarbony])]amino]pentanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-D-]euciny]]amino]-1-[(2S)-4-methyI-2- 
20 [[(benzyioxycarbonyI)]amino]pentanoyl]-3-piperidinone; 

(3RS 1 4RS)-4-[[N a -(tert-butoxycarbonyl)-L-leuciny!]amino]-l-[(2S)-4-methyU 
[[(benzyloxycarbonyl)Jamino]pentanoy!J-3-piperidinol; 

4-[[N a -(tert-butoxycarbony])-L-leuciny]]amino]-l-l(2S)-4-methyl-2- 
f[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinonc 
25 (3RS t 4RS)-4-[[N a -(benzyloxycarb^^ 

1- l(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-N e -(tert-butoxycarbonyl)-L-lysine]amino]-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyi)-L-leuciny]]amino]-l- 
30 tert-butoxycarbonyI-3-piperidinoI; 

4-[[N a -(4-pyridinylmethoxycarbon^ 
piperidinone; 

(3RS,4RS)-4-[fN a -(4-pyridinyImethoxycarbonyl)-L-leuciny l]amino]« I - (4- 
methylpentanoyI)-3-piperidinol; 

35 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-(4-methylpentan 
piperidinone; 
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(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[2- 
(benzyloxycarbonyI)]iso-butylamino]ethanoyl]-3-piperidinol; 

4-[fN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[2- 
(benzyloxycarbonyl)1iso-butylaminoJethanoyl]-3-piperidinonc; 
5 (3RS,4RS)-4-[[N-2-(benzyloxycarbonyl)]iso-buty laminolethanoyl]- 1 - 

[(2S)-4-methyl-2-f[(benzyloxycarbonyl)]amino]pcntanoyl]-3-pipcridinol; 

4-[[N-2-(benzyloxycarbonyl)]iso-butylamino]cthanoyn-l-[(2SH-methyl-2- 
[[(benzyloxycarbonyl)]amino]pcntanoyll-3-piperidinone; 

(3RS,4RS)-4-[[N Q -(benzyloxycarbonyl)-L-leucinyl]amino]-l-(methanesulphonyl)- 
10 3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino)-1-(methanesulphonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-(phenylsulphonyl)-3- 
piperidinol; 

1 5 4-[[N a -(benzyloxycarbony I)-L-Ieucinyl]amino]- 1 -(pheny lsulphonyl)-3- 

piperidinone; 

(3RS,4RS)^-[[N a -(4-pyridinylmethoxycarbonyl)-L-)eucinyl]aminol-l-(8- 
quinolinesulphonyl)-3-pyrrolidinol; 

4-[fN a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]aminol-l-(8-quinolinesulphony 
20 3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
(2-pyridylsulphonyl)-3-pyrroIidinone; 

4-r|N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]aminol-!-(2-pyridylsulphony))-3- 
pyrrolidinone; 

25 (3RS»4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
[(2-propoxy)carbonyl]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
[(2-propoxy)carbonyl]-3-pyrroIidinone; 

(3RS t 4RSH-[[N u -(4-pyridiny!methoxycarbonyI)-L-leucinyI]aminol-l-f(3-methy- 
30 l-propoxy)carbonyI]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyI)-L-IeucinyIlamino]-N[(3-methyM- 
propoxy)carbonyl]- 3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl)ainino]- 1 - 
[(4-phenoxy)phenylsulphonyl]-3-pyrrolidinol; 
35 4-[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-1-[(4-phenoxy)phenylsulphonyl]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leuciny]]amino|- 1 - 
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[(4-phenoxy)phenylsulphonyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbony l)-L-leucinyl]amino]- 1 - 
|(4-phenoxy)phenylsuIphonyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(3,4.dichlorobenzoyl)-L-Ieucinyl]amino|-1-|(2S)-4-methyl-2 
l[(benzyloxycarbonyl)]aminojpentyl]-3-pyrrolidinoI; 

4-[[N a -(3,4-dichIorobenzoyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
r[(benzyloxycarbony!)]amino]pentyl]-3-pyrro]idinone; 

(3RS 1 4RS)-4-[[N a -(6-quinolinccarbony])-L-leucinyl]amino]-I-[(2S)-4-met^ 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidino]; 

4-[[N a -(6-quinolinecarbony!)-L-leucinylJamino]-J-[(2S)-4-methyl-2- 
[l(benzyloxycarbony])]amino]pentyI]-3-pyrrolidinone; 

(3RS t 4RS)-4-[(2-dibenzofuransuIphonyl)amino]-I-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrroIidinol; 

4-[(2-dibenzofuransulphonyl)aminoJ-l-[(2S)-4-methyl-2- 
[|(benzyIoxycarbonyl)]aminolpentanoyl]-3-pyrrolidinone; 

(3RS > 4RS)-4-[(2-dibenzofuransuIphonyl)amino]-l-[(2S)-4-methyl-2- 
[I(benzyloxycarbonyI)]methylamino]pentanoyl]-3-pyrrolidino]; 

4-[(2-dibenzofuransulphonyl)amino]-l-[(2S)-4-methyI-2- 

[[(benzyloxycarbonyl))methylamino]pentanoy]]-3-pyrrolidinone; 

(3RS,4RSH"ffN a -(benzyloxycarbonyl)-L-ieucinyl]amino]-]-(4-methylpentyI)-3- 
piperidinol; 

4-[fN a -(benzyloxycart>onyl)-L^^ 

(3RS > 4RS)-4-[[N a -(2-pyridylcarbonyl)-L-leucinyl]amino]-l*(4-methylpenty])-3- 
piperidinol; 

4-[[N a -(2-pyridylcarbonyl)-L-leucinyl]amino]-]-(4-methylpentyl)0-piperidinone; 

(SRS^RSH-flN^^hlorobenzoyO-L-IeucinylJaminol-l^-methylpentylJ-S- 
piperidinol; 

4-[[N a -(3-chlorobcnzoyl)-L-leuciny^^ 

(3RS,4RS)^-[fN a -(2-quino]inecarbonyl)-L-ieucinyl]amino]-l-(4-methy^ 
piperidinol; 

4-[fN a -(2-quinolinecarbonyl)-L-leucinyI]amino]-l-(4-methylpentyl)-3- 
piperidinone; 

(3RS,4RS)-44[N a -(3,4-dichlorobenzoyl)-L-ieucinyl]amino]-l-(4-methylpentyl)-3- 
piperidinol; 

4-[[N a -(3,4-dichlorobenzoyl)-L-leucinyljamino]-l-(4-methylpentyl)-3- 
piperidinone; 
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(aRS^RSH-ttN^CS-quinolinecarconyO-L-leucinyllaminol-I-f^methylpentyl)-.!- 
piperidinol; 

4-[[NV8-quinolinecarbonyl)-L-leucinyl|amino)-]-(4-methylpcntyl)-3-piperidinonc 
(3RS,4RS)-44[N a -(3-isoquinolinecarbonyl)-L-lcucinyl]amino|-]-(4-methylpentyl)- 
5 3-piperidinol; 

4-[[N f, -(3-isoquinolinecarbonyl)-L-leucinyl]aminol-l-(4-methylpeniyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(2-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
(4-methyIpentyl)-3-piperidinol; 
10 4-f[N a -(2-pyridinylmethoxycarbonyl)-L-Ieucinyl)amtnol-l-(4-methylpentyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(acetyl)-W^ 

4-[[N a -(acetyl)-L-leucinyl]amino]-l-(4-methylpentyl)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(p-trinuoromethylbenzenesuIphonyl)-L-leucinyl]amino]-l-(4- 
15 methylpentyl)-3-piperidinol; 

4-[lN a -(p-trifluoromethylbenzenesulphonyl)-L-leucinyl]aminoJ-l-(4- 
methylpentyl)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(6-quinolinecarbonyl)-L-leucinyl]aminol-l-(4-rnethyJperityl)-3- 
piperidinol; 

20 4-[[N a -(6-quinolinecarbonyl)-L-leucinyl]amino]-l-(4-mcthyIpentyl)-3- 
piperidinone; 

(3RS,4RS)-4-[l2-(RSH3-biphenyl)-4-methyl)amino]pentanoy!]-l-(4- 
methylpentyl)-3-piperidinol; 

4-[[2-(RS)"[(3-bipheny])-4-methyl]aminolpentanoyI]"l-(4-methyipentyl)-3- 
25 piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-|2- 
[(benzyloxycarbonyl)methylaminolethyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]amino]- 1 - 
[2-[(benzyloxycarbonyl)methylamino]ethyIl-3-piperidinone; 
30 (3RS,4RS)-4-[[N°-(a-toluenesulphony 1)-L-Ieuciny l]aminol- 1 - 

[3-(2-pyridyl)phenylacetyl)]-3-piperidinol; 

4'[[N a -(a-toluenesulphonyI)-L-leucinyl]amino|-l-[3-(2-pyridyl)phenylacetyl)l-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(2-naphthylcarbonyl)-L-leucinyl]amino|- 1 - 
35 [3-(2-pyridyl)phenyIacetyl)]-3-piperidinone; 

4-[[N a -(2-naphthylcarbonyl)-L-leucinylJamino]-l-[3-(2-pyridyl)phenylacetyl)l-3- 
piperidinone; 
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(3RS,4RSH-[[N a -(benzensulphonyl)«L-leuciny llamino]- 1 - 
[3-(2-pyridyl)phenylacety!)]-3-piperidino]; 

4-[[N a -(bcnzensu!phonyl)-L-leucinyl]amino]-l-r3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 

(3RS t 4RSH-[[N a -(3-isoquinolinecarbonyl)-L-leucinyl]aminol- 1 - 
f3-(2-pyridyl)phenylacetyl)]-3-piperidinol; 

4^[N a -(3-isoquinolinccarbonyl)-L-leucinylJamino]-l-[3-(2-pyridy])phenylacetyl)J- 
3-piperidinone; 

(3RS,4RS)-4-[3-[(2-pyridy!)pheny]acetyl)lamino]-I-[(2S)-4-methyN2- 
([(benzyloxycarbonyl)]amino]pentanoy!]-3-piperidino]; 

4-[3-[(2-pyridyI)phenylacetyl)jamino]-l-[(2SH-methyl-2- 
[[(benzyloxycarbonyl)lamino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[3-[(2-pyridyl)phenylacetyl)]aminol-l-[(2S)-4-methyl-2-[[(2- 
pyridinyImethoxycarbonyl)]aminoJpentanoyl)-3-piperidinol; 

4-[3-[(2-pyridyl)phenylacety!)]amino]-]-[(2S)-4-methy!-2-[[2- 
(pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RSH-[(N a -(2-phenyIacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
I[(benzyIoxycarbonyl))aminoJpentyl]-3-pyrroIidinoI; 

4-[fN°-(2-phenylacctyi)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
ff(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

44fN a -(tert-butoxyoxycarbonyl).L-leucinyl]amino]-l-[(2S)-4-methyN2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrroiidinone; 

4-f(L-leucinyl)amino]-l-[(2S)-4-methyl-2-[[(benzyloxycarbonyl)Jamino)pentyl]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-quinolinecarbonylVL-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyioxycarbonyl)]amino]pentyl]-3-pyrro]idinol; 

4-[[N a -(2-quinolinecarbonyl)-L-Ieucinyl]amino]-}-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentylJ-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(piperonylca^^ 
r[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(piperonylcarbonyl)-L-leucinyl]aminoJ-l-[(2SH-methyl-2- 
[[(benzyioxycarbony])]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-nuorobenzo^ 
ff(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(4-fluorobenzoyI)-L-leuciny IJamino]- 1 -[(2S)-4-methyl-2- 
[[(benzyIoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
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(3RS.4RS)-4-[fN a -(2-py^ 
[[(benzyloxycarbonyl)]amino]pentyI>3-pyrrolidinoI; 

4-llN a -(2-pyridylcarbonyl)-L-leucinylJamino]-l-[(2S)-4-methyI-2- 
[|(benzyloxycarbonyI)]aminolpentyl]-3-pyrrolidinonc; 
5 (3RS % 4RS)-4-[[N u -(2-nitro-a-toluenesulphonyl)-L-leucinyl]amino]- 1 -[(2S)-4- 

methyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-([N a -(2-nitro-a-toluenesulphonyI)-L"leucinyl]amino]-l-[(2SH-methyl-2- 
[[(benzyIoxycarbonyI)]amino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(8-quino]inesulphonyl)-L-ieucinyl]amino]-I-[(2SH»methyl-2- 
10 [[(benzyIoxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(8-quinolinesuIphonyl)-L-Ieucinyl]aminoJ-l-|(2SH-methyl-2- 
[[(benzyloxycarbonyl)]amino]penty)]-3-pyrrolidinone; 

(3RS,4RS)-4-HN a >(2-naphthylcarbonyl)-L-leucinylJaminomethyl]-l- 
[(2S)-4-methy]-2-rKbenzyloxycarbonyl)]amino]penty]|-3-pyrrolidinol; 
15 4-[fN a -(2-naphthylcarbonyi)-L-leucinyl]aminomethyiJ-l-[(2S)-4-methyl-2- 
f[(benzyIoxycarbonyl)]amino]penlyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-quinolinylcarbonyl)-L-leucinyl]aminomethyll-l- 
f(2S)-4-methyl-2-[t(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinol; 

4-[rN a -(2-quino]inylcarbony!)-L-leuciny]]aminomethyl]-l-[(2S)-4-methyl-2- 
20 [[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a .(phenylacetyl)-L-leucinyl|amino]-!-[(2SH«methyI-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinol; 

4-[[N a -(phenylacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyI]-3-piperidinone; 
25 (SRS^RSH-ItN^-pyridinylmethoxycarbonyO-L-leucinyllamino]- 1 -l(2S)-4- 

methyl-2-f[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)Jamino]pentyl]-3-piperidinone; 

(3RS ) 4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny!]amino]-l-f(2R) 
30 methyl-2-[[(benzyloxycarbonyl)]aminolpentyll-3-piperidinol; 

4-f[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny!lamino|-]-I(2R)-4-methyl-2- 
[l(benzyloxycarbony])]ammo]pentyll-3-piperidinone; 

(3RS,4RS)-4-[[N a -(pheny^ 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinol; 
35 4«[[N a -(phenylacetyl)-L-leucinyl]amino]-l-[(2R)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyl]-3-piperidinone; 
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(3RS,4RSM-[[N a -(4-imidazo 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinol; 

4-[[N u -(4-imidazoleacetyl)-L-leucinyl]amino]-l-[(2R)-4-methyl-2- 
[[(benzyloxycarbonyI))amino]pentyl]-3-piperidinone; 
5 (3RS t 4RS)-44[N a .(4-imidazoleacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyI^^ 
U(benzyloxycarbonyl)]amino]pentyl]-3-piperidinoI; 

4-[[N a -(4-imidazoleacetyI)-L-Ieucinyl]amino]-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylcarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyU 
10 f[(benzyIoxycarbony])]amino]pentyl]-3-piperidinol; 

4-[[N a -(4-pyridinyIcarbonyl)-L-]eucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-piperidinone; 

4-[[N a -(tert-butoxycarbonyl)-L-leucinyl]amino]-l-(benzyIoxycarbonyl)-3- 
piperidinone; 

15 (3RS t 4RS)-4-[fN a -(8-quinolinesulphonyl)-L-leucinyl]amino]-l- 
(benzyloxycarbonyl)-3-piperidinol; 

4-[[N a -(8-quinolinesulphonyl)-L-leucinyl]aminol-I-(benzyloxycarbonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinyiacetyl)-L-leucinyl]aminoJ-l-(benzyloxycarbonyl)-3- 
20 piperidinol; 

4-[[N"-(4-pyridinylacetyI)-L-leucinyl]amino]-1-(benzyloxycarbonyl)-3- 
piperidinonc; 

(3RS,4RS)-4-[fN a -(4-imidazoleacetyl)-L-leucinyl)aminol-l-(benzyloxycarbonyl)- 
3-piperidinol; 

25 4-[[N a -(4-imidazoleacetyl)*L-leucinyl]amino]-l-(benzyIoxycarbonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N°-(4-pyridinylcarbonyl)-L-leucinyl]amino]-l- 
(benzyIoxycarbonyl)-3-piperidinol; 

4-[[N a -(4-pyridinyIcarbonyl)-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 
30 piperidinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(3-isoquinolinylcarbonyl)'L-leucinyl]amino]-3- 
pyrrolidinol; 

l-benzy!-4-[[N a -(3-isoquinolinylcarbonyl)-L-leucinyl]aminoJ-3-pyiTolidino 
(3RS,4RS)-l-benzy]-4-[fN a -(3 l 4-dichlorobenzoyl)-Heucinyl]amino]-3- 
35 pyrrolidinol; 

l-benzyl-4-[[N a -(3,4-dichlorobenzoyI)-L-leucinyl]amino]-3-pyrrolidinone; 
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(3RS,4RS>l.benzyN4-[[N a >(2-naphthylcarbonyl)-L-Ieucinyl]aminomethyn-3- 
pyrrolidinol; 

l-bcnzyl-4-[[NV2-naphthylcarbonyO 

(3RS,4RS)-1-benzyl-4^[N a -(2-quinolinylcarbonyl)-L-leucinyl]aminomethyl]-3- 
5 pyrrolidinol; 

l-benzyl-4-[[N a -(2-quinolinylcarbonyl)-LMeucinyl]aminomethyl]-3-pyrrolidinon 
(3RS,4RS)-l-benzyl-4-[tN a -(2-quinolinylcarbonyl)-L-leucinyl]aminol-3- 
pyrrolidinol; 

l-bcnzyl-44[N a -(2-quinolinylcarbonyl)-L-leucinyl]aminol-3-pyrrolidin 
10 (3RS,4RS)-l-benzyl-44[N a -(piperonylcarbonyI)-L-leucinyl]amino]-3-pyiTolidin 
l-benzyl-4-I[N a -(piperonylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
(3RS,4RS)-l-benzyl-44(N a -(4-nuorobenzoyl)-L-leucinyl]amino]-3-pyrrolidinoh 
I-benzyl-4-[fN a -(4-nuorobenzoyl).L-leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(6-hydroxy-2-naphthylcarbonyl)-L-leucinyl|aminol- 
15 3-pyrrolidinol; 

l-benzyl-4-f[N a -(6-hydroxy-2-naphthylcarbonyl)-L-leucinyllaminoJ-3- 
pyrrolidinone; 

(3RS $ 4RS)-l-benzyl-4-[fN a -(2-naphthylcarbonyl)-L-lcucinyl]amino]-3- 
pyrrolidinol; 

20 l-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-leucinyl|amino]-3-pyrrolidinone; 

(3RS,4RS)-l-.benzy|.4-[[N a -(6-quinolinylcarbonyl)-L-leucinyl)amino]-3- 
pyrrolidinol; 

l-benzyl-4-[[N a -(6-quinolinylcarbonyl)-L-leucinyl]aminoJ-3-pyrrolidinone; 
(3RS.4RS)- 1 -benzy l-4-[[N a -(4^ 

25 l-benzyl-4-[[N a -(4-imidazoleacetyl)-L-lcucinyl]aminol-3-pyrrolidinone; 

(3RS 1 4RS)-l-benzyl-4-[[N"-(4-pyndinylcarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

l-benzyl-4-[[N a -(4-pyridinylcarbonyl)-L-ieucinyl]amino]-3-pyrrolidinone; 
4-t[N a -(tcrt-butoxycarbonyl)-L-ieucinyl]amino]-l-benzyloxycarbonyN3- 
30 pyrrolidinone; j 

(3RS,4RS)-4-[[N a -(4-pyndinylrnethoxy)carbonyl]-L-leucinyl]arnino]-l- 
[(2R)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4^[N a -(4-pyridinylmethoxy)carbonyI]-L-leucinyl]amino]-l-l(2R)-4-me 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
35 (3RS,4RS)-44fN a -(4-pyridinylmethoxy)carbonyl]-L-leucinyl]amino]^ 
[(2S)-4-methyl-2-[l(tert-butoxycarbonyl)]amino]pentyI|-3-pyrrolidinone; 
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4-[[N°-(4-pyridinylmethoxy)carbonyI]-L-leucinyl]amino]-l-f(2S)-4-methyl-2- 
[((tcrt"butoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[fN C( -(4-pyridinyImethoxy)carbonyl]-L-Ieucinyl]amino]- 1 - 
[(2S)-4-methyI-2-(amino)pentyl]-3-pyrrolidinone; 
5 (3RS,4RS)-4-[[N a -(2-methylpropoxy)carbonyl]-L-leucinyl|amino]-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl))amino]pentyl]-3-pyrrolidinol; 

4-[|N a -(2-methylpropoxy)carbonyl]-L-leuciny]]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-ffN a -(methylamino)thiocarbonyl]-L-leucinyl]aminoJ-l-[(2S)-4- 
10 methyl-2-[f(benzyloxycarbonyI)lamino]pentyl].3-pyrrolidinol; 

4-[[N a -(methylamino)thiocarbonyl]-L-ieucinyl]amino]-I-[(2S)-4-methyl-2- 
t[(benzyloxycarbonyI)JaminoJpentyl}-3-pyrrolidinone; 

(SRS^RSM-flN^phenylmethylamino^arbonylJ-L-leucinyllaminol-l- 
[(2S)-4-methyI-2-[[(benzyloxycarbonyl)lamino]pentyil-3-pyrrolidinol; 
15 4-[[N a -(phenylmethy!amino)carbonyI]-L-leucinyl]aminoJ-N[(2S)-4-methyI-2- 
[[(bcnzyloxycarbonyl)]amino]pentylJ-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(3,4-dichlorophenylamino)carbonyl]-L-]eucinyl]amino]-l- 
[(2S)-4-methyI-2-[f{benzyloxycarbonyl)|amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(3,4-dichlorophenylamino)carbonyl]-L-leucinyl]amino]-l-[(2S)-4-methy 
20 2-r[(benzyloxycarbonyl)]amino]pentyl)-3-pyrrolidinone; 

(3RS,4RS)-l-benzyl-4-[[N ft -(3,4-dichlorophenylamino)-L-leucinyl]amino]-3- 
pyrrolidinol; 

I-benzyl-4-t[N a <3,4-dichlorophenylamino)-L-Ieucinyl]amino]-3-pyrrolidinone; 
(3RS,4RS)-4-r[N Q -( 1 ,2.3,4-tetrahydro-6-quinolinecarbonyl)-L-leuciny! (amino]- 1 - 
25 f(2S)-4-methyI*2-[(p-toluenesulphonyl)amino]pentyl]-3-pyrrolidinol; 

4-[[N a -( 1 ,2,3,4-tetrahydro-6-quinolinecarbonyl)-L-leucinyl ]aminoJ- 1 -[(2S)-4- 
methyl-2-[(p-toluenesulphonyl)amino]pentyi]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(l,23Atetrahydro^^ 
f(2S)-4-methyl-2-f(acetyl)amino]pentyIJ-3-pyrrolidinol; 
30 4-[[[N a -( 1 ^^^-tetrahydro^-quinolinecarbonyO-L-leucinylJamino]- 1 - 

[(2S)-4.methyl-2-[(acetyl)amino]pentyl]-3-pyrroIidinone; 

(3RS i 4RS)-4-[[N^(4-nuorobenzoyl)-L-leucinyl]amino)-l-[(2S)-4-methyU2- 
[(acetyl)amino]pentyl]-3-pyrrolidinoI; 

4-[[[N a -(4-fluorobenzoy l)-L-!eucinyl]amino]. 1 -[ (2S)-4-methyl-2- 
35 [(acetyl)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RSH-[[N tt -(4-fluorobenzoyI)-L-leucinyl]amino]-l-[(2S)-4>methyl-2-[( 
toiuenesulphonyl)amino]penty]]-3-pyrrolidinol; 
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4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-l-f(2S)-4-methyl-2-[(p- 
toluenesulphonyl)amino]pcntyI]-3-pyrrolidinone; 

(3RS,4RS)-4-||N a -(4-fluo^ 
[(methanesulphonyl)amino]pentyl]-3-pyrrolidinone; 
5 4-[fN a -(4-fluorobenzoyl)-L-IeucinyI|amino]- 1 -((2S)-4-methyl-2- 

[(methanesulphony])amino]pentyl]-3-pyrrolidinone; 

(3RS»4RS)-4-[tN a -(4-nuorobenzoyl)-L-leucinylJamino)-l-[(2S)-4-methy!-2^(a- 
toluenesulphonyl)aminoJpentyl]-3-pyrrolidinone; 

4-[fN a -(4'fluorobenzoyl)-L-leucinyl]amino]-1-[(2S)-4-methyl-2-f(a- 
10 toluenesulphonyl)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-phenethyl)-4-[[N a -(4-nuorobenzoyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

l-(2-phenethyl)-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino|-3-pyrrolidinone; 
(3RS,4RS)-I-(2-phenethy])-4-[[N a -(2-quino)inylcarbonylVL-Ieuciny]]amino]-3- 
15 pyrrolidinol; 

l-(2-phenethyl)-4-[[N a -(2-quinolinyIcarbony])-L-leucinyllamino]-3-pyrroIidinone; 
(3RS t 4RS).U(2-phenethyl)-4-t[N^(2-naphthylcarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

l-(2-phenethyl)-4-[[N a -(2-naphchylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
20 (3RS 1 4RS)-l-(2-phenethyl)-4-[[N cc -(a-toluenesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

l-(2-phenethyl)-4-[[N a -^ 

(3RS t 4RS)-l-(2-phenethyl>4-[[N°-(2-nitro-a-toluenesulphonyl)-L- 
leucinyl]amino]- 3-pyrrolidinol; 

25 lK2-phenethyl)-4-[[N a -(2-nitro-a-toluenesulphonyl)-L-leucinyljamino]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-phenylacetyl)-L-leucinyl)amino]-l-[(2S)-4-methyl-^ 
pyridinylcarbonyl)]amino]pentyl]-3-pyiTolidinol; 

4-t[N a -(2-phenylacetyl)-L-leucinyl]amino]-l-[(2SH-methyI-2-[[(4- 
30 pyridinylcarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-phenylacetyl)-L-leucinyllamino]-l-f(2SH-m 
toluenesulphonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(2-phenylacetyI)-L-leucinyl]aminol-l-[(2S)-4-methyl-2-[[(p- 
toluenesulphonyl)]aminolpentyl]-3-pyrrolidinone; 
35 (3RS,4RS)-4-[[N a -(2-phenylace^ 
imidazoIeacetyI)]amino]pentyl]-3-pyrrolidinol; 
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4-[[N a -(2-phenylacetyl)-L-Ieucinyl]amino]-l-[(2S)-4-methyl-2-[[(4- 
imidazoleacetyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RSH-[(4-phenoxybenzoyl)amino]-l-[(2S)-.4-methyl-2- 
[[(benzyloxycarbony])Jamino]pentanoy]J-3-pyrro]idinolycarbonyl)-L- 
5 leucinyI]aminoJ-3-pyrrolidinol; 

l-(3-nitrobenzyl)-4-[fN a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyljamino]-3- 
pyrrolidinone; 

(3RS,4RS)-I-(2-nitrobenzyl)-4-[fN a -(4-pyridinylmethoxycarbonyl)-L- 
leucinyl]amino]-3-pyrrolidinol; 

10 J-(2-nitrobenzyl)-4-[(N a ^4-pyridiny!methoxycarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS,4RS)-1^4-cyanobenzyI)-4^[lN a -(4-pyridinylmethoxycarbonyI)-L- 
leucinyl]amino]-3-pyrrolidinol; 

l-(4-cyanobenzyl)-4-f[N a -(4-pyridinylmethoxycarbonyi)-L-leucinyl)amino]-3- 
15 pyrrolidinone; 

(3RS,4RSM-(4-bromobenzyI)-4-f[N a -(4-pyridinylmethoxycarbonyi)-L- 
!eucinyl]amino]-3-pyrrolidinol; 

IK4-bromobenzyI)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinynamino]-3- 
pyrrolidinone; 

20 (3RS,4RS)-i-phenethyl-44fN a -^ 
3-pyrrolidinoJ; 

l-phenethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

l-(3-aminobenzyl)-4-[tN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
25 pyrrolidinone; 

(3RS,4RS)-l-(3-benzyloxybenzyl)-4-[[N a -(4-pyridinyJmethoxycarbonyl)-L- 
leucinyl]amino]-3-pyrrolidinoI; 

1^3-benzyloxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]am 
pyrrolidinone; 

30 (3RS,4RS)-1-(3-hydroxybenzyl)-4-[[N a -(4-pyridinylniethoxycarbonyl)-L- 
leuciny]]amino]-3-pyrrolidinol 

l-(3-hydroxybenzy])-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS,4RS)-l-ethyl-4-[[^-(4-pyridinytmethoxycarbonyl)-L-leucinyI]amino]-3^ 
35 pyrrolidinol; 

i-ethyl-4-[[N a ^4-pyridinylmethoxycarbonyl)-L-leuciny]]amino]-3-pyrrolidinone; 
(3RS,4RS)'l-cyclopropylmethyl-4-[[N a -(4--pyridinylrnethoxycarbonyl).L- 
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Ieucinyl]amino)-3-pyrrolidinol; 

l-cyclopropylmethyl-4-[[N u -(4-pyridi^^ 
pyrrolidinone; 

(3RS,4RS)- ] -(2-N,N-dimethy laminoethy l)-4-[| | N a -(4-pyridinylmethoxycarbonyl)- 
5 L-leucinyllamino]-3-pyrrolidinol; 

l-(2-N,N-dimethylaminoethyl)-4-([N a -(4-pyridinylmethoxycarbonyl)-L- 
leuciny])amino]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-morpholinoethyl)-4-[[N a -(4-pyridinylmethoxycarbonyI)-L- 
]eucinylJamino]-3-pyrro]idinonol; 

10 l-(2-moipholinoethyl)-4-[[N a -(4-pyridiny]methoxycarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS,4RS)-l-(2-bromobenzyl)-4.t[N a -(2-pyridinyImethoxycarbonyl)-L- 
leucinyl]amino]-3-pyrrolidinonol; 

l-(2-bromobenzyl)-44[N a -(2-pyridinylmethoxycarbony])-L-leucinyl]amino|-3- 
15 pyrrolidinononc; 

(3RS 1 4RS)-4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinynamino)-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]aminoI-l-l(2SH-methyN2- 
• l[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 
20 (3RS > 4RS)-4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-ieuciny t Jamino]- 1 - 

[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]aminomethyl]penty]]-3-pyrrolidinol; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyllamino|-l-[(2S)-4-methyl-2- 
fr(benzyIoxycarbonyl)laminomethyl]pentyl]-3-pyrrolidinonc; 

(3RS,4RSH-[[N a -[(2-pyridinylmethoxy)carbonyl]-L-leucinyl|aminoJ-l- 
25 [(2S)-4-methyI-2-[r(benzyloxycarbonyI)]amino]pentyI]-3-pyrrolidino]; 

4-[[N rt -[(2-pyridinylmethoxy)carbonylJ-L-Ieucinyl]amino]-]-|(2S)--4-methy].2- 
[[(benzy!oxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS t 4RS)-4-[[N°-[(3-pyridinylmethoxy)carbonyll-L-!eucinyljamino]-l-[(2S)-4- 
methyl-2-[[(benzyloxycarbonyl)]aminoJpentyl]-3-pyrrolidinol; 
30 4-[[N a -[(3-pyridinyImethoxy)carbonyl]-L-leucinyl]amino]-l-[(2S)-4-methyl-2 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RSH-[[N a «(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methy 
f[(benzyloxycarbonyl)]amino]pentyl]-3-pyiTolidinol; 

4-l[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-[(2S)-4-methyl-2- 
35 [[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

(3RS f 4RSH-[fN a -(4-pyridinylmethoxycarbony])-L-Ieucinyl]aminomethyll-l- 
I(2SM-mcthyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrroIidino]; 
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4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminomethyl]-l-[(2S)-4-methy 

2- [[(benzyloxycarbonyl)Jamino]pentyl]-3-pyrrolidinone; 

(SRS^RSVl-benzyl^-ff^^Z-nitro-a-toIuenesulphonyO-L-leucinylJamino]^- 
pyrrolidine)!; 

5 l-benzyI-4-[f[N°-(2-nitro-a-toluenesulphonyl)-L-leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)0-benzy]-4-[|N a -(phenyIsu!phonyl)-L-ieucinyl]amino]-3-pyrrolidinol; 
l-bcnzyl-4-[fN a -(phcnylsulphonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
(3RS t 4RS)-1-benzyl-4-[fN a -(a-toluenesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

10 l-benzyl-4-[[N tt -(a-toluenesulphonyl)-L-leucinyl]amino]-3-pyrroIidinone; 

(3RS,4RSM-benzy]-4-[[N a -(2-naphthylsulphonyl)-L-Ieucinyl]amino]-3- 
pyrrolidine^; 

l-benzyi-4-[[N a -(2-naphthylsulphonyl)-L-leucinylJamino]-3-pyrrolidinone 
(3RS,4RS)-l-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-Ieucinyl]amino]-3- 
15 piperidinol; 

l-benzy]-4-[[N a -(2-naphthylcarbonyI)-L-leucinyl]amino]-3-piperidinone 

(3RS,4RS)-l-benzyl-4-[[N a -(2-quinolinyicarbonyl)-L-leucinyl]aminoJ-3- 
piperidinol; 

l-benzyl-4-flN a -(2-quinolinylcarbonyl)-L-leucinyl|aminol-3-piperidinone; 
20 (3RS,4RSM-benzyl-4-f[N a -(2-naphthylsulphonyl]amino|-3-piperidino!; 

l-benzy]-4-[[N a -(2-naphthy!sulphonyl>L-Ieuciny!]amino)-3-piperidinone; 
(3RS,4RS)-4-[rN tt -(benzy]oxycarbonyl)-L-leucinyl]aminomethyll-l- 
f(2S)-4-methyI-2-[[(bcnzyloxycarbonyl)]aminomethyl]pentanoyl]-3-pyrrolidinol; 
4-ffN a -(benzy]oxycarbonyl)-L-leucinyl]arninomethyl]-l-[(2S)-4-methy]-2- 
25 [[(benzyloxycarbonyi)]aminomethyl]pentanoyl]-3-pyrrolidinone; 

(3RS,4RSH-[(2S)-4-methyl-2-[(benzyloxycarbonyl)amino]pcntyl]-l- 
f(2S)-4-methyl-2-[[(benzyloxycarbonyI)]amino]pentanoyi]- 

3- pyrrolidinol; 

4-f(2S)-4-methyl-2-[(benzyloxycarbonyI)amino]penlyl]-l- 
30 L(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyI]- 
3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-nuorobenzoyl)-L-leuciny IJamino]- 1 - 
[2'[(a-toluenesulphonyl)amino]ethyl]-3-pyrrolidinol; 
4-[[N a -(4-fIuorobenzoy])-L-leucinyl]amino]- 1 - 
35 r2-[(a-toluenesulphonyl)amino]ethyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-]-benzoyI-3-pyrroIidinol; 
4-[[N a -(4-fluorobenzoy!)-L-leucinyl]amino]-l-benzoy]-3-pyrrolidinone; 
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(3RS,4RS)-4-[[N a -(piperonylcarbonyI)-L-leucinyl )amino]- 1 -benzoyl-3- 
pyrrolidinol; 

4-[[N a -(pipcronyIcarbonyl)-L-leucinyl]amino]-l-bcnzoyl-3-pyrrolidinone; 
(3RS,4RSH-[[N a -(4-fluorobenzoyi)-L-leucinyl|amino|-l- 
5 [2-[(4-fluorobenzoy))amino]ethyI]-3-pyrrolidinol; 

4-[[N a -(4-fluorobenzoy l)-L-leuciny IJamino]- 1 - 
f2-[(4~fluorobenzoyl)amino]ethyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[fN a -(/m-butoxycarbonyl)-L-Ieucinyl]amino|-l-benzoyl-3- 
pyrrolidinol; 

10 4-[[N a -(rerf-butoxycarbonyl)-L-leucinyl]amino]-l-benzoyl-3-pyrrolidinonc; 
(3RS,4RS)-4-[[N a -(4-fluorobenzoyI)-L-leucinyl]aminol-l-[(2S)-4- 
methyl-2-f(4-fluorobenzoy])amino]pentyn-3-pyrrolidino]; 

4-[[N a -(4-fluorobenzoyl)-L-leucinyllamino]-l-|(2S)-4- 
methyl-2-[(4-fluorobenzoyl)amino)pentylI-3-pyrrolidinone; 
15 4-[[N a -(4-carboxybenzoyl)-L-leucinylJamino]-I-[(2S)-4- 
methyl-2-[(4-fluorobenzoyl)amino]penty]J-3-pyrrolidinone; 
l-benzyl-4-[fN a -(4-carboxybenzoyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS.4RS)- 1 -benzyl-4-[[N a -(4-carboxymethyl)benzoyl)> 
20 L-Ieucinyl]amino]-3-pyrrolidinol; 

l-benzyl-4-[[N a -(4-carboxymethyl)benzoyl)-L-ieucinyl]amino]-3-pyrrolidinone; 
(3RS > 4RS)-4-[[N a -[(4-carboxymelhyl)benzoyll-L-leuciny!]amino]-l- 
[(2S)-4-methyl-2-l[(4-fluorobenzoyl)amino]pentyl]-3-pyrrolidinol; 

4-[[N a -[(4-carboxymethyl)benzoyl]-L-leucinyl]aminol-l-[(2S)-4- 
25 methyl-2-[[(4-fluorobenzoyl)amino]pentyl]-3-pyrrolidinonc; 
(3RS,4RS)- 1 -phenethyl-4-[[^ 
pyrrol idinoi; 

l-phenethyl-4-[[N a -(2-amino-a-toIuenesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

30 (3RS,4RS)-4-[[N a -(2-naphthyIcarbonyl)-L-leuciny]]amino]-l-benzoyl-3- 
piperidinol; 

4-[[N a -(2-naphthylcarbonyl)-L-leucinyl]amino]-l-benzoy]-3-piperidinone; 
(3RS,4RS)-4-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-benzoy!-3- 
piperidinol; 

35 4-[[N a -(2-quinolinecarbonyl)-L-leuciny IJamino]- 1 -benzoy 1-3-piperidinone; 

(3RS,4RS)-4-[[N a -(3-isoquinolinecarbonyl)-L-leucinyl]aminoJ-l-benzoyl-3- 
piperidinol; 
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4-[[N a -(3-isoquinolinccarbonyl)-L-leucinyI|amino]-l-benzoyN3-piperidinone; 

(3RS,4RS)-4-[[(2S)-4-methyI-2-(benzyl)oxy]pentanoyn-l«. 
l(2S>4-methyl-2-[[(benzy]oxycarbonyl)]amino]pentanoyI}- 
3-piperidinoI; 

5 4-[((2S)-4-methyI-2-(benzyl)oxy]pentanoyl]-l- 

|(2S)-4-methyl-2-[f(benzyloxycarbonyl)]amino]pentanoyl]- 
3-piperidinone; 

(3RS/4RS)-4-[[3-(2-pyridyDphenylacetyl)]aminoH^ 

4-[f3-(2-pyridy!)phenylacetyI)]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
10 piperidinone; 

(3RS t 4RS)-4-[[N a -(p-trinuoromethanephenylsuIphonyl)- 
L-leucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3-piperidino!; 

4-[fN a -(p-trif1uoromethanephenylsulphonyl)- 
L-leucinyl]amino|-]-[3-(2-pyridy])phenylacetyl)]-3-piperidinone; 
1 5 (3RS 1 4RS)-4-[fN a -(2-naphthylsulphony I)- 

L-leucinyl]amino]-l-[3-(2-pyridyI)phenylacetyl)]-3-piperidinol; 

4-[|N a -(2-naphthylsulphonyl)- 
L-leucinyl]amino]-1-[3-(2-pyridyI)phenylacetyl)]-3-piperidinone; 

(3RS,4RSH4fN a -(3 1 4-dichlorophenylsulphonyl)- 
20 L-leuciny I ]amino]- 1 -[3-(2-py ridy l)pheny lacety l)]-3-piperidinol; 

4-f[N a -(3,4-dichlorophenylsuIphonyl)- 

L-leucinyl]amino]-N[3-(2-pyridyl)phenyIacetyI)]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(methanesulphonyl)-L-leucinyl]amino]-I-[3-(2-pyridyl)ph 
piperidinol; 

25 4 -[fN rt -(methanesulphonyO^ 

(3RS,4RS)-4-[[N a -(4-nuorophenyIsuiphonyl)-L-leucinyl]amino]-l-[3-(2- 
pyridyl)phenylacetyl)]-3-piperidinol; or 

4-[[N a -(4-fluorophenylsulphonyl)-^ 
piperidinone; 
30 or a phamaceutically acceptable salt thereof. 

17. A compound according to claim 1 which is: 

4-[[N"-(benzy loxycarbonyl)-L-leucinyl]amino)- 1 -[(2S)-4-methyl-2- 

35 U(benzyIoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[4-(phenoxybenzamide)l-3- 
. pyrrolidinone; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-14-(biphenylethanoyl)]-3- 
pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl)amino]-!-|(2S)-4-methy]-2- 
[f(benzyloxycarbonyI)]aminomcthyl]pentanoyl1-3-pyrrolidinone; 
5 4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]amino]-l-f(2S)-4-methyl-2-|((tert- 
butoxyoxycarbonyl)]aminomethyl]pentanoyl]-3-pyrrolidinonone; 

4-[[N a -(benzy]oxycarbonyl)-L-leucinyl]amino]-l-f(2S)-4-methyl-2- 
(aminomethyl)pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-lcucinyl]amino|-i-tert-butoxycarbonyl-3- 
10 pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-3-pyrrolidinone; 

4-[[N^(benzy!oxycarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methyI-2-[[(N-tert- 
butoxycarbonyl)ethanoyl]aminomethyl]pentanoyl]-3-pyrrolidinonc; 

4-|[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-Nf(2S)-4-methyl-2> 
15 |(ethanoyl)aminomethyl]pentanoyl]-3-pyrroIidinone; 

4-[[N a -(benzy!oxycarbonyl)-L-leucinyl]amino]-l-l(2S)-4-methyl-2-[[(tert- 
butoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

4-ffN a -(benzyloxycarbony)-L"leucinylJamino]-l-[(2R)-4-methyl-2- 
[[(benzyloxycarbonyl)lamino]pentanoyl]-3-pyrroIidinone; 
20 4-[[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-f2- 
[(benzyloxycarbonyl)amino]ethanoyl]-3-pyrrolidinonone; 

4-[[N a -(benzyloxycarbony)-L-leucinyI Jamino]- 1 -[(2S)-2- 
[[(benzyloxycarbonyl)]amino]propanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyljaminoI-l-[cyclohexanepropanoyil-3- 
25 pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-Heucinyl)amino]-l-((2S)-4-methyl-2-f[(4- 
pyridinylmethoxycarbonyl)]amino]pentanoyIJ-3-pyrrolidinone; 

44[N a -(benzyIoxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2-[((2- 
pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrroIidinone; 
30 4<[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)"4-rnethy]-2-[[(3- 
pyridinylmethoxycarbonyl)]amino]pentanoyi]-3-pyrroIidinone; 

4-[[N a -(benzyioxycarbonyl)-L-leucinyllamino}-l-(2-pyridylcarbonyl)-3- 
pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinynamino)-l-[(2S)-4-methyI-2- 
35 [[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-l-[4-(biphenyl)ethanoyI]-3- 
piperidinone; 
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4-r[N a -(benzyIoxycarbonyl)-L-leucinylJamino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)|aminomethyl]pentanoyl]-3-piperidinone; 

4-tfN a -(bcnzyloxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyl-3- 
piperidinone; 

5 4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-I-f2-[[(benzyloxycarbonyl)Jiso- 
butylamino]ethanoyl]-3-piperidinone; 

4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[2-[(tert- 
butoxycarbonyl)amino]ethanoyl]-3-piperidinone; 

4-[[N a -(benzyioxycarbonyl)-L-leucinyl]amino|-l-[2-(amino)ethanoyI|-3- 
10 piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-(4-methylpentanoyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl)amino]-1-(benzoyl)-3-piperidinone; 
4-[[N n -(benzyloxycarbonyl)-L-leucinyl]amino]-1-(aceiyl)-3-piperidinone; 
15 4-f[N a -(benzyloxycarbonyl)-Heucinyl]amino]-l-(2-pyridoxyacctyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbony I)-L-leuciny l]amino]- 1 -[2- 
[(benzyIoxycarbonyl)methyiamino]ethanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbony)-L-leucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
20 piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminoJ-I-[2- 
[(benzyloxycarbonyl)methylaminoJethanoyl]-3-pyrroiidinone; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-[2-(phenoxy)ethanoyl|-3- 
pyrrolidinone; 

25 4-[[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[(2-phenyl)ethanoyl]- 
3-pyrrolidinone; 

4-[[N a '(4-pyridinylmethoxycarbony)-L-Ieucinyl]amino]-l-ethanoyU3- 
pyrrolidinone; 

4-[[N a .(4-pyridinylmethoxycarbonyl)-L-leucinyi]amino]-l-(4-cyanobenzoyl)-3- 
30 pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyI-3- 
pyrrolidinone; 

4-[[N a -(3-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyl-3- 
pyrrolidinone; 

35 4-f[N a -(3-pyridinylmethoxycarbonyi)-L-Ieucinyl]amino]'3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
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4-[[N a idinylmethoxycarbony])-L-leuciny)]amino)-l-[(2S)-4-methyl-2- 
[|(benzyloxycarbonyl)]aminomethyl]pentanoyl|-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarb^ 
pyridinyImethoxycarbonyl)Jamino]pentanoyI]-3-pyrrolidinone; 
5 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl |amino]- 1 -[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]aminomethyl]pentanoyI]-3-pyirolidinone; 

4-[[N a -(3-isoquinolinecarbonyl)-L-leucinyl]aminoJ-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinyImethoxycarbonyl)-L-leucinyl]amino]-]-[l- 
10 (adamantyl)carbonyl]-3-pyrrolidinone; 

44[N a -(benzyloxycarbonyl)-L-ieucinyl]amino]-l-(4-methyl-pentanoyl)-3- 
pyrrolidinone; 

4-[[N u -(benzyIoxycarbonyl)-D-Ieucinyl)amino|-l-f(2SV4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 
15 4-[[N a -(terl-butoxycarbonyI)-L-leucinyl]aminoJ-l-f(2S)-4-meihyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone 

4-[fN a -(benzyloxycarbonyl)-N c -(tert-butoxycarbonyl)-L-]ysine]amino]-l- 
[(2S)-4-niethy!-2-[[(benzyloxycarbonyl)]aminolpentanoyl]-3-piperidinone; 
4-[fN a -(4-pyridiny]methoxycarbo^ 
20 piperidinone; 

4-[[N a -(4-pyridiny]methoxycarbonyl)-L-leucinyl]amino|-l-(4-methylpe 
piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]aminol-N(2- 
(benzyloxycarbonyI)]iso-butyIamino]ethanoyl]-3-piperidinone; 
25 4-[[N-2-(benzyloxycarbonyl)]iso-butylamino]ethanoylJ-l-[(2S)-4-methyl-2- 
[[(benzyIoxycarbonyI)]amino]pentanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-(methanesuIphonyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-l-(phenylsulphonyl)-3- 
30 piperidinone; 

4-[fN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminoJ-l-(8-quinolinesulph 
3-pyrrolidinone; 

4^[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino]-1-(2-pyridylsulph 
pyrrolidinone; 

35 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny I jamino]- 1 - 

f(2-propoxy)carbonyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxyca^ 
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propoxy)carbonyl]-3-pyrrolidinone; 

4^[N a -(benzyloxycarbonyl)-L-leucinyl]aminoJ-!-|(4-phenoxy)phenyIsulphonyl]-3' 
pyrrolidinone; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyl Jamino]- 1 - 
f(4-phenoxy)phenylsulphonyI]-3-piperidinone; 

4-[[N a -(3 1 4-dich!orobenzoyI)-L-leucinyI]aminol-l-((2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

4-[ (N a -(6-quinolinecarbonyl)-L-leucinyl]amino]- 1 -[(2S)-4-methyl-2- 
[I(benzyloxycarbonyl)]aminoJpentyl]-3-pyrrolidinone; 

4-[(2-dibenzofuransulphonyl)amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyI]-3-pyrrolidinone; 

4-[(2-dibenzofuransulphony I)amino]- 1 -[(2S)-4-methy 1-2- 
ff(benzyloxycarbonyl)]methylamino]pentanoy]]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI^ 

4^[N a -(2-pyridylcarbonyl)-L-leucinyi]amino]-l-(4-methylpentyl)-3-piperidinon 

4-f[N a -(3-chIorobenzoyl)-L-leucinyI]aminoJ-l-(4-methylpentyl)-3-piperidinone; 

4-f[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-(4-methyIpenty])-3- 
piperidinone; 

4-[[N a -(3 > 4-dichlorobenzoyl)-L>leucinyl]amino]-)-(4-methylpentyl)-3- 
piperidinone; 

4-[[N a -(8-quinolineca^ 

4-[[N a -(3-isoquinolinecarbonyI)-L-leucinyI]amino]-l-(4-methylpentyl)-3- 
piperidinone; 

4-[[N a -(2-pyridinylmethoxycarbonyl)-L-leucinyI)aniino]-]-(4-mcthylpenty])-3- 
piperidinone; 

4-[[N a -(acety])-L-ieucinyI]amino]']-(4-methylpentyl)-3-piperidinone; 

4-[t^-(p-trifluoromethylbenzenesuIphony]>L-leucinyl]amino]-l-(4- 
methylpentyl)-3-piperidinone; 

4-[[N tt -(6-quinoIinecarbonyI)-L-leucinyl]amino]-1-(4-methyIpentyI)-3- 
piperidinone; 

4-[f2-(RS)-[(3-biphenylH-methyl]amino]pentanoyI]-I-(4-methylpentyl)-3- 
piperidinone; 

4-[[N a -(benzy loxycarbonyl)-L-leucinyl]amino]- ] - 

[2-[(benzy]oxycarbonyI)methylamino]ethyl]-3.piperidinone; 

4-[[N a -(a-toluenesulphonyl)-L-leucinyl]amino]-I-{3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 
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4-[[N a -(2-naphthyicarbonyI)-L-leucinyl]amino]-i-[3-(2-pyridyl)phenylacetyl)l-3- 
piperidinone; 

4-[[N a -(benzensulphonyl)-L-lcucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 

5 4-[[N a -(3-isoquino]inecarbonyl)-L-leucinyIlamino]-l-[3-(2-pyridyl)phenylacetyl)]- 
3-piperidinone; 

4-[3-[(2-pyridyl)phenylacetyl)]amino]- 1 -[(2S)-4-methyl-2- 
f((benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-l3-f(2-pyridyl)phenylacetyl)]amino]-l-|(2S)-4-methyU2-ll2- 
10 (pyridinylmethoxycarbonyl)]amino]pentanoyll-3-piperidinone; 

4-[fN a -(2-phenyIacelyI)-L-leucinyl|amino]- ) -[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

4-[[N a -(tert-butoxyoxycarbonyI)-L-leucinyl|amino]-l-|(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino|pentyl]-3-pyrrolidinone; 

15 4-[(L-leucinyl)amino]-l-[(2S)-4-methyI-2-[[(benzyloxycarbonyl)]amino|pentyll-3- 
pyrrolidinone; 

4-ffN a -(2-quinolinecarbonyl)-L-Icucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)laminoJpentyll-3-pyrrolidinone; 

4-[[N a -(piperonylcarbonyl)-L-leucinyllamino]-l-[(2S)-4-methyU2- 
20 [[(benzyloxycarbonyI)]amino)pentyl)-3-pyrrolidinone; 

4-l[N a -(4-fluorobenzoyl)-L-leucinyl]amino]*l-[(2S)-4-methyl-2- 
[f(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-pyridyicarbonyl)-L-leucinyl]aminoJ-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
25 4-|fN a -(2-nitro-a-toluenesulphonyl)-L-lcucinyl)amino|-l-[(2S)-4*rnethyl-2- 
[l(benzyloxycarbonyl)]amino]pentyl)-3-pyrrolidinone; 

4-[[N a -(8-quinolinesulphonyl)-L-leucinyl]aminol-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-naphthylcarbonyI)-L-leucinyl]aminomethyl]-l-f(2S)-4-methyl-2^ 
30 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-quinolinylcarbonyl)-L-leucinyl]aminomethyl]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyl]-3-pyrrolidinone; 

4-[[N a -(phenylacety l)-L-leucinyl]amino]- 1 -[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-piperidinone; 
35 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]- 1 -[(2S)-4-methy 1-2- 

[[(benzyloxycarbonyl)]aminoJpentyl]-3-piperidinone; 
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4-[[N a -(4-pyridinylmethoxycarbonyI)-L-leucinyl]amino]-l-f(2R)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyll-3-piperidinone; 

4-[[N a -(phenylacetyI)-L-Ieucinyl]amino]- 1 -[(2R)-4-methy 1-2- 
[[(benzyioxycarbonyl)]aminoJpentyll-3-pjperidinone; 
5 4-[fN a -(4-imidazoleacctyl)-L-leucinyl]amino]- 1 -[(2R)-4-methyl-2- 

[[(benzyIoxycarbonyl)]amino]pentyl]-3-piperidinone; 

4-[[N a -(4-imidazoleacetyl)-L-leucinyI]amino]-l-f(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-piperidinone; 

4-[[N a -(4-pyridinyIcarbonyl)-L-leucinyl]amino]-]-[(2S)-4-methyl-2- 
10 f|(benzy]oxycarbonyl)]amino]pentyI]-3-piperidinone; 

44[N a -(lert-butoxycarbonyl)-L-leucinyl]amino]-]-(benzyloxycarbonyl)-3- 
piperidinone; 

4-[fN a -(8-quinoIinesuIphonyl)-L-!eucinyl]amino]-l-(benzy]oxycarbonyl)-3- 
piperidinone; 

1 5 4-[fN a -(4-pyridinyiacetyl)-L-leucinyl]amino]- 1-(benzyloxycarbonyl)-3- 

piperidinone; 

4-[fN a -(4-imidazoleacetyl)-L-leuciny]]amino]-|.(benzy)oxycarbonyl)-3- 
piperidinone; 

4-[[N a -(4-pyridinylcarbonyl)-L-leucinyl]amino]-l-(bcnzyloxycarbonyl)-3- 
20 piperidinone; 

1-benzyl-4-[[N a -(3-isoquinoliny^ 

l-benzyl-4-[[N a -(3,4-dichlorobenzoy])-L-leucinyl]aminoJ-3-pyrrolidinonc; 
l-benzyI-4-[[N a -(2-naphthylcarbonyl)-L-leucinyl)aminomethyl]-3-pyrrolidinon 
1-benzyI-4-[[N a -(2-quinolinylcarbonyl)-L-leucinyI|aminomethyl]-3-pyrrolidinone; 
25 1-benzyl-4-[[N a -(2-quinolinylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinon 
l4>enzyl-4-[[N a -(piperonyl^ 

I-benzyl-4-[[N a -(4-fluorobenzoyl>L-ieucinyl]aminol-3-pyrrolidinone; 

1-benzyl-4-[[N^(6-hydroxy-2-naphthylcarbony])-L-Ieucinyl]amino]-3- 
pyrrolidinone; 

30 I -benzyJ-4-[[N n -(2-naphthy]carbonyl)-L-leucinyl|amino]-3-pyrrolidinone; 

1-benzyl-4-[[N a -(6-quinolinylcarbonyl)-L-ieucinyi]amino]-3-pyrrolidinone; 

l-benzyl-4-f[N a -(4-imidazoIeacetyl)-L-leucinyl]amino]-3-pyrrolidinone; 

l-benzyl-4-[[N a -(4-pyridinylcarbonyl)-L-leucinyl]amino]-3-pyrroIidinone; 

4-f[N a -(tert-butoxycarbony1>L-leucinyI]amino]-Nbenzyloxycarbonyl-3- 
35 pyrrolidinone; 

4-[[N a -(4-pyridmylmetto^ 

[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrroIidinone; 

- 163- 



WO 98/05336 



PCTYUS97/13875 



4-[[N a -(4-pyridinylmethoxy)carbonyIJ-L-leucinyl]amino]-l-[(2S)-4-methyN 
I[(tert-butoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-f[N a -(4-pyridinylmethoxy)carbonyn-L-leucinyl]amino]-l- 
[(2S)-4-methyl-2-(amino)pentyl]-3-pyrrolidinone; 
5 4-[rN a -(2-methyIpropoxy)carbonyl]-L-leucinyl|amino]-l-[(2S)-4-methyl-2- 
f[(benzyloxycarbonyl)]amino|pentyl]-3-pyrrolidinone; 

4-[[N a -(methylamino)thiocarbonyl]-L-lcucinyl]amino]-l-[(2S)-4-methyl-2- 
|[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(phenylmethylamino)carbonyl]-L>leucinyl]amino]-l-l(2S)-4-methyl-2- 
10 [[(benzyloxycarbonyI)Jamino]pentyl]-3-pyrrolidinone; 
4-I[N a -(3,4-dichlorophenyIamm^ 

2-f[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

l-benzyl-4-[[N a -(3^dichlorophenylamino)-L-leucinyl]amino]-3-pyrrolidinone 

4-f[N a -(l t 2,3 t 4-tetrahydro-6-quinolinecarbonyl)-L-leucinyilamino|-]-[(2S)-4- 
15 methyl-2-l(p-toiuenesulphonyl)amino]pentyl]-3-pyrrolidinone; 

4-[[[N a -(l t 2,3 > 4-tetrahydro-6-quinolinecarbonyl)-L-leucinyl]amino]-l- 
[(2SH-methyl-2-r(acetyl)amino]pentyl]-3-pyrrolidinone; 

4-[[[N ct -(4-fluorobenzoyl)-L-leucinylJamino]-!-[(2S)-4-methyl-2- 
[(acetyl)amino]pentyl]-3-pyrrolidinone; 
20 4-[[N a -(4-nuorobenzoyl)-L-leucinyl]amino]-l-f(2S)-4-methyl-2-[(p- 
toluenesulphonyl)amino]pentyI]-3-pyrroIidinone; 

4-[[N a -(4-fluorobenzoyl)-L-leuciny]]amino]-1-[(2S)-4-methy|-2- 
[(methanesuIphonyI)amino)pentyl]-3-pyrrolidinone; 

4"[[N a -(4-nuorobenzoyl)-L-!eucinyl]aminoJ-)-[(2SH-methy!-2-[(a- 
25 toluenesulphonyl)amino]pentyl]-3-pyrrolidinone; 

l-(2-phenethyI)-4-[[N°-(4-fluorobenzoyl)-L-Ieucinyl]amino]-3-pyrrolidinonc; 

M2-phenethyl)-4-[[N a -(2-quino^ 

l-(2-phcnethyl).4^lN a -(2-naphthy]carbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
l-(2-phenethyl)-4-[[N a -(a-toluenesulphonyl)-L-Ieucinyl]aminol-3-pyrrolidinone; 
30 l-(2-phenethylH-[[N°-(2-nitro-a-toluenesulphonyI)-L-leucinyl]amino]-3- 
pyrrolidinone; 

44[N a -(2-phenylacetyl)-L-IeucinyI]amino]-l-[(2S)-4-methyl-2-([(4- 
pyridinylcarbonyl)]amino]penty]]-3-pyrrolidinone; 

4-[fN a -(2-phenylacetyl)-L-leucinyI]amino]-l-[(2SH<methyl-2-[[(p- 
35 toluenesulphonyl)]amino]pentyl]-3-pyrroIidinone; 

4-[[N a -(2-pheny]acetyl)-L^eucinyl]amino]-l-[(2S)-4-methyl-2-[[(4- 
imidazoleacetyl)JaminoJpentyl]-3-pyrrolidinone; 
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l-(3-nitrobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-lcucinyl]amino]-3- 
pyrrolidinone; 

l-(2-nitrobenzyl)-4-tfN a -(4-pyridinylmethoxycarbonyl)-L-leucinyllamino|-3- 
pyrrolidinonc; 

5 l-(4-cyanobenzyl)-4-[rN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

]-(4-bromobenzylH-[[N a -(4-pyridinylmethoxycarbonyl)-LMeucinyi]amino)-3- 
pyrrolidinone; 

l-phcnethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 
10 pyrrol idinonc; 

l-(3-aminobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminoJ-3- 
pyrrolidinone; 

l-(3-benzyloxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L.leucinyI]amino]-3- 
pyrrolidinone; 

15 ^K3-hydroxybenzylM.[[N a -(4-pyridiny]methoxycarbonyl)-L-leuciny!]amino]-3- 
pyrrolidinone; 

l-ethyl-4-[[N a -(4-pyridinyimethoxycarbonyl)-L-leucinyl)amino]-3-pyrrolidinone; 
l-cyc]opropy]methyU4-[fN a -(4-pyridinylmethoxycaftonyl)-L-leucin 
pyrrolidinone; 

20 l-(2-N,N-dimethyIaminoethyl)-4-[[N a -(4-pyridinyImethoxycarbonyI)-L- 
leucinylJamino]-3-pyrrolidinone; 

l-(2-morpholinoethy])-4-[[N a -(4-pyridinyJmethoxycarbonyI)-L-leucinyI]amino]-3- 
pyrrolidinone; 

l-(2-bromobenzyl)-4-[[N a -(2-pyridinylmethoxycarbonyI)-L-leucinylIamino]-3- 
25 pyrrolidinonone; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]amino]-I-[(2S)-4-methyl-2- 
[r(benzyloxycarbonyI)]aminomethyl]pentyl]-3-pyrrolidinone; 
30 4-[fN a -[(2-pyridinylmethoxy)carbony]]-L-leucinyl]amino]-l-[(2S)-4-methyl^ 
[f(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -[(3-pyridinylmethoxy)carbonyI]-L-Ieucinyl]aminoJ-l-[(2S)-4-methy!-2- 
t[(benzyioxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methy]-2- 
35 [f(benzyioxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminomethyl].l-[(2S)-4-methyN 
2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
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l-benzyl-4-[[[N a -(2-nitro-a-toluenesuIphonyl)-L-leucinyl]amino]-3-pyrrolidinonc; 
l-benzyI-4-[rN a -(phenylsulphonyl)-L-leucinyl)amino]-3-pyrrolidinone; 
l-benzyl-4-[[N a -(a-toIuenesulphonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
1-benzyl-4-[[N a -(2-naphthyIsulphonyl)-L-lcucinyl]amino]-3-pyrrolidinone 
5 l-benzyl-4-[[N a -(2-naphthyIcarbonyl)-L-leucinyI]aminol-3-piperidinone 
l-bcnzyl-4-[[N a -(2-quinolinylcarbonyl)-L-Ieucinyl]amino]-3-piperidinone; 
l-benzyI-4-[[N a -(2-naphthylsulphonyl)-L-leucinyljamino|-3-piperidinone; 
4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminomethyll-l-[(2S)-4-methyl-2- 
[l(benzyloxycarbonyI)Jaminomethyl]pentanoyll-3-pyrrolidinone; 
10 4-[(2S)-4-methy]-2-[(benzyloxycarbonyl)amino)pentyl|-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyI)]amino]pentanoyl]- 
3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoy l)-L-leuciny l]amino]- 1 - 
[2-[(a-toluenesulphonyl)amino]ethyl]-3-pyrrolidinone; 
15 4-[[N a -(4-fluorobenzoyl)-L-Ieucinyt]aminoJ-l-benzoyl-3-pyrroIidinone; 

4-[[N a -(piperonylcarbonyI)-L-leucinyl]amino]-l-benzoyl>3-pyrrolidinone; 
4-[[N a -(4-fluorobenzoyl)-L-leucinyl]aminol-l- 
|2«[(4-fluorobenzoyl)amino]ethyl]-3-pyrrolidinone; 

4-l[N a -(/erf-butoxycarbonyl)-L-leucinylJamino)-l-benzoyl-3-pyrroIidinone; 
20 4-[[N a -(4-nuorobenzoyl)-L-leucinyl]amino]-l-[(2S)-4- 
methyl-2-l(4-fluorobenzoyl)amino]pentyl|-3-pyrrolidinone; 

4-[[N a -(4-carboxybenzoyl)-L-leucinyl]amino]-l-[(2S)-4- 
mcthyN2-l(4-fluorobenzoyl)amino]pentyl|-3-pyrrolidinone; 
l-benzyl-4-[[N a -(4-carboxybenzoyl)-L'leuciny]Jamino]-3- 
25 pyrrolidinone; 

l-benzyl-4-[[N a -(4-carboxymethyl)benzoyl)-L-leucinyllamino]-3-pyrrolidinone; 
4-[[N a -[(4-carboxymethyl)benzoyll-L-leucinyl]amino]-l-f(2S)-4- 
methyl-2-[[(4-fluorobenzoyl)amino]pentyl]-3-pyrroIidinone; 

l-phenethyl-4-[[N°-(2-amino-a-toluenesulphonyl)-L-leucinyllaminol-3- 
30 pyrrolidinone; 

4-[[N a -(2-naphthylcarbonyl)-L-leucinyI]amino]-l-benzoyl-3-piperidinone; 
4-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-benzoyl-3-piperidinone; 
4-[[N a -(3'isoquinolinecarbonyl)-Heucinyl]amino]-l-benzoyl-3-piperidinone; 
4-[[(2S)-4-methyl-2-(benzyl)oxy]pentanoylj-l-[(2S)-4-methyl-2- 
35 [[(benzyloxycarbonyi)]amino]pentanoyl]- 3-piperidinone; 

4-[[3-(2-pyridyl)phenylacetyI)]amino]-l-[3-(2-pyridyI)phenylacetyl)]-3- 
piperidinone; 
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4-[[N a -(p-trifluorometha^ 
3-piperidinone; 

4-[[N a -(2-naphthylsulphonyl)-L-leucinylfa^ 
piperidinone; 
5 4-[[N a "(3 t 4-dichlorophenylsulphonyl)- 

L-lcucinyl)amino]-l-[3-(2-pyridyI)phenylacetyl))-3-piperidinone; 

4-[[N a -(methanesulphonyl)-L-leuciny]]aminol-I-[3-(2-pyridyl)phenylacetyl)]-3 

or 

4-[[N a -(4-fluorophenylsulphonyl)-L-leuciny]|amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
10 piperidinone; 

or a phamaceutically acceptable salt thereof. 

18. A pharmaceutical composition comprising a compound according to any 
one of claims 1 to 17 and a pharmaceutical^ acceptable carrier. 

15 

19. A method of inhibiting a cysteine protease which comprises administering 
a compound according to claim 1 . 

20. A method according to claim 19 wherein the cysteine protease is cathepsin 

20 K. 

21 . A method of inhibiting bone loss which comprises administering a 
compound according to claim 1 . 

25 22. A method of treating osteoporosis which comprises administering a 

compound according to claim 1 . 

23. A method of treating gingival or peridontal disease which comprises 
administering a compound according to claim 1 . 

30 

24. A method of treating a disease characterized by excessive cartilage or 
matrix degradation which comprises administering a compound according to claim 1. 

25. A method according to claim 24 wherein said disease is osteoarthritis or 
35 rheumatoid arthritis. 
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26. A compound according to any one of claims 1 to 17 for use as a 
medicament. 



27. The use of a compound of the formula (1) as defined in claim 1 in the 
5 manufacture of a medicament for the treatment of diseases in which inhibition of a cysteine 
protease is a factor. 



28. The use of a compound according to claim 27 wherein the cysteine 
protease is cathepsin K. 

10 

29. The use of a compound of the formula (I) as defined in claim 1 in the 
manufacture of a medicament for the inhibition of bone loss. 

30. The use of a compound of the formula (I) as defined in claim I in the 
1 5 manufacture of a medicament for the treatment of osteoporosis. 

3 1 . The use of a compound of the formula (I) as defined in claim 1 in the 
manufacture of a medicament for the treatment of gingival or peridontal disease. 

20 32. The use of a compound of the formula (I) as defined in claim 1 in the 

manufacture of a medicament for the treatment of diseases characterized by excessive 
cartilage or matrix degradation. 

33. The use of a compound according to claim 32 wherein the disease 

25 characterized by excessive cartilage or matrix degradation is osteoarthritis or rheumatoid 
arthritis. 

34. A process for preparing a compound of the formula (I) as defined in claim 
1, which process comprises: 

30 

(A) for compounds in which A is CH(OH): 



(i) reacting a compound of the formula (III): 
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I 

H (IN) 

or a salt thereof, 

wherein R 1 , R", R"' and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with: 

5 (a) R 5 C(0)CI. in which R 5 is as defined in formula (I) of claim 

1; or 

(b) R 5 C(0)OH, in which R 5 is as defined in formula (I) of 
claim 1, in the presence of EDC and HOBT; or 

(c) R 5 C(0)H, in which R^is as defined in formula (I) of claim 
10 1, followed by reduction; or 

(d) R 5 OC(0)Cl, in which R 5 is as defined in formula (I) of 
claim 1 , in the presence of base; or 

(e) R 5 S0 2 C1, in which R 5 is as defined in formula (I) of claim 
I, in the presence of base; or 



R 6 



O 




R 7/h V ^Cl 



15 (0 R3 wherein R 3 , R6 and R 7 are as 

defined in formula (I) of claim 1; or 

(g) adamantyl-C(0)Cl; 



(ii) reacting a compound of the formual (IV): 



20 




(IV) 

wherein R 2 , R m and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with: 



- 169- 



WO 98/05336 



PCT/US97/13875 



,4/ 




OH 



(a) 



, in which and R' are as defined 



in formula (I) of claim 1, in the presence of EDC and HOBT; or 



Ar 




OH 



(b) 0 , in which R* is as defined in formula (1) 

5 of claim 1 , in the presence of EDC and HOBT; or 




(c) %J , in which Y is as defined 

in formula (I) of claim I , in the presence of EDC and HOBT; or 



10 



(d) 





S0 2 — CI 



(iii) reacting a compound of the formual (V): 



ir 



\ 

R a 



(V) 



15 



wherein R ,M and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, and R a is C {.galley I, C3_6cycloalkyl-Co-6alkyl t Ar-CQ-6 alk yl 
or Het-Crj-galkyl with: 



V 1 * 



R" T OH 

(a) R , in which R 3 , R 4 and R' are as defined 

20 in formula (I) of claim 1 , in the presence of EDC and HOBT; or 
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OH 



Ar 



(b) u , in which R* is as defined in formula (I) 

of claim 1, in the presence of EDC and HOBT; or 




(c) 

in formula (I) of claim 1, in the presence of EDC and HOBT; or 



, in which Y is as defined 





SO — CI 



(B) for compounds in which A is C(O): 



(i) reacting a compound of the formual (VI): 




(VI) 



wherein R 1 , R2, R", R" and n are as defined in formula (I) of claim 1, with any 
reactive functional groups protected, with an oxidizing agent; 



and thereafter removing any protecting groups and optionally forming a pharmaceutical^ 
acceptable salt. 
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